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Abstract : 

PURPOSE: To obtain the subject new derivative having 5.alpha.-reductase inhibitory activity useful for treating prostatic hypertrophy, common acne, 
seborrhoea, female hirsutism, prostatic carcinoma, male alopecia, etc. 

CONSTITUTION: A flavonecarboxylic acid derivative of formula I (R is 6-9C branched chain alkyl, which may be replaced with cycloalkyl or 6-9C 
cycloalkyl, which may be replaced with lower alkyl) or its pharmaceutically permissible salt such as 6-(2", 4"-dimethyl-3"-pentyloxy) flavone-4'- 
carboxylic acid. The compound of formula I is obtained by alkylating a compound of formula II (R(sup 1) is alkyl) and successively hydrolyzing with 
an alkali. The compound of formula II is obtained by the process of the reaction formula. 
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I003 1]m. p. 2 3 4-2 3 7"C 
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(d, 2H, 8. 4Hz) , 7. 4-7. 5 (m, 1 
H), 7. 20 (dd, 1H), 7. 20 (d d, 1 
H, 3Hz, 9. 1Hz), 6. 79 (s, 1 H) , 
4. 48 (ddd-like, 4. 2Hz, 8. 1Hz 
and 12. OHz), 1. 9-2. 05 (m, 2 
H) , 1. 3 5- 1. 8 0 (m, 1 OH) 
I R (KB r) : v (cm" 1 ) =308 8, 2926, 2 
8 5 5, 1 7 2 3, 1 6 2 0, 1 5 9 5, 1 4 8 0, 1 
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6-fc Kn*^79#V-4 / -# ArtR^Wtt+Ars-X 
yjV (6 6mg, 0. 2 2mmol) x n — :/u fc^z/n 
K (0. 2 7ml, 2. 9 7mmol) SrfflV^Ufifll 3 t K« 
^ifeiCil?, *E<OflS^ft (6 5mg, 9 0%) 

[0 0 3 7] NMR (CDCl 3 +cat CD 3 0 
D, 2 5 0MHz) 6 = 8. 09 (d, 2H, 8. 6H 
z), 7. 92 (d, 2H, 8. 6Hz), 7. 46 

(d, 1H, 3. OHz) , 7. 46 (d, 1 H, 9. 
1Hz) , 7. 24 (dd, 1H, 3. OHz, 9. 1 
Hz), 6. 80 (s, 1H), 3. 94 (t, 1H, 
6. 5Hz) , 1. 6 5-1. 8 5 (m, 2H) , 0. 
96 (t, 1H, 7. 4Hz) 

I R (KB r) : v (cm -1 ) =3086, 2967, 2 

8 8 0, 1 7 1 7, 1 6 1 8, 1 5 7 8, 1 4 8 7, 1 

4 7 2, 1 4 54, 1 3 60, 1 302, 1 1 88 
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[0 0 3 9] NMR (CDCl 3 +cat CD 3 0 
D, 2 50MHz) 6 = 8. 15 (d, 2H, 8. 6H 
z) , 7. 9 6 (d, 2H, 8. 6Hz) , 7. 5 4 

(d, 1H, 3. 1Hz) , 7. 49 (d, 1 H, 9. 
1Hz) , 7. 24 (dd, 1H, 3. 1Hz, 9. 1 
Hz) , 6. 8 4 (s, 1 H) , 4. 6 0-4. 7 5 

(m, 1H) ,1.3 5, 1. 3 3 (each s, e 
ach 3H) 

I R (KB r) : v (cm -1 ) =3067, 2982, 2 

9 3 6, 2 6 1 2, 1 7 1 3, 1 6 1 8, 1 5 9 3, 1 

5 8 2, 1 4 8 5, 1 4 5 8, 1 4 1 4, 1 3 7 0, 1 
28 7,123 5,120 8,1115 
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(9 8mg, 0. 3 3 2mmol) , 1 -T^^/M 
(6 5 5mg, 3. 94mmol) «rJ8l^*lMU i 

mm<D*mc£*), tmt&m (ssmg, 6 2%) 

fcc 

[0 0 4 1] NMR (CDC l 3 +cat CD a O 
D, 2 50MHz) 6 = 8. 14 (d, 2H, 8. 4H 
z) , 7. 96 (d, 2H, 8. 4Hz) , 7. 50 

(d, 1H, 2. 9Hz) , 7. 48 (d, 1 H, 9. 
1Hz) , 7. 29 (dd, 1H, 2. 9Hz, 9. 1 
Hz), 6. 85 (s, 1H),3. 57 (s, 2 

H) , 1. 9-2. 0 (m, 2H) , 1. 5-1. 8 
(m, 12H) 

1 R (KB r) : v (cnf 1 ) =342 4, 307 3, 2 
90 3, 284 9, 2 6 7 6, 2 554, 1 6 80, 1 
6 3 2, 1 5 8 2, 1 4 8 5, 1 4 5 3, 1 3 5 8, 1 

2 9 4, 1 2 5 6, 1 20 4, 1 1 3 0, 1 0 7 6, 1 

0 2 4 
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6-fc Kn*S/79#:/-4' -^/W/tf^gM fvWn* 
y-)V (9 8mg, 0. 3 3 1mmol) , 

/W(7 9 0mg, 4. 0 2mmol) fcffiV^lfcfll 1 t 
B*G>*ifcfcitK *Eft-e* (10 3mg, 6 8%) £ 

nit. 

[0 0 4 3] NMR (CDCl 3 +cat CD 3 0 
D, 2 50MHz) 6=8. 25 (d, 2H, 8. 4H 
z) , 8. 02 (d, 2H, 8. 4Hz) , 7. 63 

(d, 1H, 2. 8Hz) , 7. 50 (d, 1 H, 9. 
1Hz) , 7. 31 (dd, 1H, 2. 8Hz, 9. 1 
Hz), 6. 92 (s, 1H), 4. 11 (t-lik 
e, 1H) , 1. 5-1. 9 (m, 1 2 H) , 0. 9- 
1. 3 (m, 1 OH) 

1 R (KB r) : v (cm" 1 ) =3079, 2926, 2 
8 5 3, 1 7 1 3, 1 6 1 8, 1 5 7 8, 1 4 7 8, 1 
4 5 3, 1 4 1 4, 1 3 6 0, 1 2 9 8, 1 2 3 6, 1 

2 0 4 
[0044] 

6-fc Kn^77^y-4 / -iJfrXls&ti-tVxLys 

2' , 5' -^fc Ku3rS/Ti? Yy*-S V (10. 0 
g, 65. 7mmol) <D1, (100 

mi) *ttic4-s^*-^x try (o. so g , 

6. 5 7mmol) , f U (13. 3ml, 1 6 4mmo 

I) ,r^7^^Wo!)K(2 6, 8g, 
13 5mmol) S^D*, 2. 5l$fl8S*£itfco R**«T 

tK6 o omh m*mmx y *i»7M$«2 o omi^s^ 

feSSS (3 5. 9g) £#fc<> ^tlSr^^rf-^ (5 4 
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Oml) **fls^-K5jPA (10. 5g, 6 

o%, 13 1BB.01) zmz.. imnmmts-*it. *©« 

R/S«Sr 1 NI6S6 (8 10ml) K&JPL. ^nn*w 
fcTttttfc, «*gU «fe»*Hfr (3 7. 5g) %® 

■ft. ftcrrotfiteiflc (37. 5g ) (1 

i y y y>i>) \mm^mm o 7 mi) 0. 5 
watde*-arfc 0 sisatiMKijiu * (1. 2y y 

h/l") CSfflU *©$S*nn*/UA|;:-cttajL, # 
«HB*ftftA«*fcT»JMI, miu mfimc (3 
1. 2g) 

[0 0 4 5] C©»gfeB# (3 1. 2g) J^y- 
A- (4 5 0ml) t^hyt Kn77> (4 5 0ml) ©jg 

*ftT, *3WIS^h5^A (7. 9 
g, 19 7mmol) Sfflt? 2 HH«liL, rtlSr 

fOSSiiftlLfc. *-KlNii»6 0 0ml*ao^ 

(1/2) fct?) 2@itA/ftu 6a-f5r:tjc± 

MflS£ft (14. 7g, 7 6%) 
[004 6] NMR (CDC1 3 +ca t CD 3 O 
D, 2 50MHz) 6=8. 10 (d, 2 H, 8. 7H 
z) , 7. 94 (d, 2H, 8. 7Hz) ,7.45 
(d, 1H, 9. 2Hz) ,7.36 (d, 1 H, 2. 
9Hz) , 7. 2 1 (dd, 1H, 2. 9Hz, 9. 2 
Hz) , 6. 79 (s, 1H) , 3. 8 9 (s, 3 H) 
[0 0 4 7] fflk®\ 
*»WOflS^«0 5 a - y iflHWSttfcoivc 

K5 a-y — eSrWiftfli-sjatgfcoV'.TttRL 
fc. tff&t h U *»TT?*W (ifo5m 

m 3 )^, 0. iMv>mtmm ( p hs. 5) 

r, #y hB^-^f- (pol ytron a 

ftttff, K I NEMAT I C A AG, Littau/ 
LUZERN, SWITZERLAND) *fflV%T2. 
5% (w/v) **S?*-NK*a«U -8 OttCT 
ft#Lfc„ 

[0048]i^^_g |J)(l8i 2a _ 3 




H (N) J -TXbXru^ ( 2 . 0 4TBq/mnK)l, 
New England Nuclear, Bosto 
n, MA) ATf^*;-;u<p y a*©*©*Mttf*** 
««§(-10 M KJo^U $e.lCNADPH0. 5 
mgt, h*0. 5ml£#aLfc 0 MR 

£ £fc!> ©*»&!;« 0. lMyyftgfi ( P H5, 
5) «rflO;fc-ClmlK:fl|»Lft, 
[0 0 4 9] BMm* 3 

hLfc&> **Lfcil«aE^4'2Bl*a*.5rtfcj:9 
JgaETT-^aSSB L, JSSIct 1 ^ h^rny, Kb 

SETr-s$a&@ Lfc. jSjfifc* db*m 5 0 *t 1 fcjgs 
5X2 0cm->y*y^TLC7'U-h (LK6D 
F No. 4 8 6 6 6 2 1, Whatman) ©**HP 

(5 0:1) -CJiPfJLfc. gftafc (2 5 4nm) 

»«ttl©ftfc0 tt&K©**ft*.*:*lH«* 10 0%* 

^i*3 5~4 5%-ffeo^ 
[0050) :tl5)©^te>P ) #f ) fiftfr-^j; ()> j 
C S0 £#J6fc 0 *©»***- l Lfc. 

Kttt^S t, R©«^5R*^6~9©t>©^J;r,3S l v> 
5 a - y ^ tfRUHMifrffl-e - bVbfrS. 
[005 1] 
[SI] 
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